<Benzimidazolones>

o goddb ob oot o
b o g

ooooog oo gobo ooobo oou oo 0ob bUob OO0 Uooo oo O
o000 3poUb bd0 oobbu oo ooooo oooo.

o000 ooobbb,002-00b0bbbbdOg, 2-000bbb, 2-buooooobobo boOg 22--
uvooooooooooo oooob- booUuo- 00 DOOoo0bL Dooo,0o0bbo oo o
ooood oouoo ocoooo oooo.

NH S,H20, HCOONH:, ~H Benzimidazolonesl 00O
[/\v 2 KeCO3 /v\( N> -0 o
x_ 7 NO in DMAc, 1800 x7 N ‘A\I NHz S, H:O0, HCOONHs, KeCOs ‘/«\\TN
B =0
sh H XL\/ NO.  in DMAc, 1800, 3h Xi\/ N>
X=H, CHs, OCHk, H
la-e Cl, CFs 2a-e
1 2
= 00w | x o oo,
H 2a 94 cl 2d 76
CHs “2b 27 CF3 “2e 71
OCHs “2c ' 36

a) Isolated yield.

00 OO0 Ooo@ooooo. oooooo- ooboooo 0),00@Eoo ooo- oooo
000 O0) 00 OO0 (Pigment Yellow- Orange: Red 0) 0 00000 000 ODOOOOO
(Coo0O0o0oo0- booo00o0 O Oboo0o0)o OO0 DOoOo@oObDO ooboooo oooo
000 83~99%, 000000000 8~9%)0 0000 00 000 0 0O0.

0O oooo/o
. 00000 O
000 000
. Formate Distribution®(%) gpooo oo
(100mmol) 2a 3a 4a la 0 (D O0ooog )
1 Ammonium Formate 98(94)? - 2 — 00 0000
2 Ammonium Formate” 60(51)6) 13 2 = D D D D D D
. c) _ _
B Potass!um Formateb) 81(65) 18 000 000
4 Potassium Formate 43 2 54 = 0000 00
5 Ethyl Formate 43 6 50 =
) 000000
6 Ethyl Formate” - - - 97
7 Sodium Formate 7 4 34 51 oo bood
8 Cupric Formate 22 7 8 61 ooo oo O
o-Nitroaniline;2.76g(20mmol), S;2.57g(80mmol), HO;2mi(110mmol), oo oooao
K2CO3;4.149(30mmol), Temp;1800 , Time;3h goo.
a)Determined by HPLC. b) Without KCO3. c) Isolated yield.
gugd gogg
H H
~ N ' N . NH2 . NH2 ooo ooo
=0 = SH
M;i N> b\fﬂ N> \/[ NH2 b\‘ﬂ NO2 oo odo
i O oo00oo
2a) 3a) 43) 1a)




000000000 000000000000 000000 00,

0000 000 D00 00000 000000 0000 000000 000000 000
0000000000 00 O0.

0 000 OO0 0000 000 0000 000 00 000000 0000 00 00000
00,00000 000 0000 D000 000000 000 000 2-000000000 O
000 0000 00000000000 O OO,

0000000 0000 0000 00000 000 0000 00 1a @0 m

mol), DO OO (80 mmol), 0 (110 mmol), 00DD OO (30 mmol), NN- 000000000 (
DMAc ;40m0 0000000 00 0000000 000 0 00 000 00000 0000
18000 300 00000, 0000000 OO0 00000 9% 000 0000000 (2 a)0
000 0000000000 000000 0 0O0(HPLCO OO0 00)

0000 0O0ODO0 00000 000 00 000 0000 0000 0D000000 00000
00000000 D000 D00 O00O0O.

oo oooo
O-Nitroaniline OO0 OO OO 000 ano
000 1,2-0
fun Soz)velnt Distribution®(%) o0ooon (4
: o 514 Irfn ) = 2a . 3a 4a la a) 0 2-000
, .-. imethylformamide 92(76) = 8 = 0000000
2 Pyridine 13 11 50 26
o \ B a0 000
& Pyridine 1 trace 10 87
4 | N,N-Dimethylacetamide 98(94)? — 2 — 0.
5) Dimethyl Sulfoxide - - 6 94 ooooooo
6 | 1,3-Dimethyl-2-Imidazolidinone | 94(60)? = 3 = ooo oo o
7 | 1,4-Dioxane = - 2 98 gooooao
8 | N-Methylformamide® 9 trace = — goo ooo
o-Nitroaniline;2.76g(20mmol), S;2.57g(80mmol), HO;2mI(110mmol), ooo0 oon0
Ammonium formate;6.30g(100mmol), KCO3;4.14g(30mmol), Temp;1800 , Time;3h 00 000 0O
a) Determined by HPLC. b) Without KCO3. c) Isolated yield.
d) Benzimidazole was main product O N’N_D 0og
ooooo,
NN-OOOOOOOOO O 13-000-2-0000000000 000 0O Oooo ogo oo
oo.

0 ooodb oooo 0ot oo 0o ooo bobooo,bb00 0 bouo oo oooo
oot oot ot ot boou ooouobuo oo oo U0 buoo b U Do,

U N-OOOO0OOOOO Oo0oOb0 bboouoobo ooob oooo.

oo ot oo oo 00 oooooo O 0oob 00 oo oo oo oooo o
oo.

00000 2-0000000 00 40 mod, 0 ODDODODO S50 milOO ODODOO.

0 doooboo oooo ooobuoo, booob, 0000 0 boUUo oo boo o
0 00000 00 000 0000000 00 (CO00 “49%)0 oo0o0o.

0000 0oooo 1sod, bood agoo goa.

o000 00000 0000 oobb D0-2-00000bb 0bOUU Ub bobouooooo
oood,2-0o000oobob oobobuo ooob buoo 0o ooo ooo boob oo,
00 00o0oobb 00 200000000 b0 oo 0o bUuooob UoOo o oo,
ooodo ooo oo ooob booooob oobouo oo bbb oo bob ooo
0000 N2O 0000 U000 000 000 cou b0 oo 2800 oo ooo O o
ooob oot o obboboooo ooooobb 0oob oo 0 oooob oo,

00 0oobo00o 0 000U obboUU00ob0 OO0 bbO0O0o0 boob b 1800 300 OO



00 000 000 000 bbb 00 H,Ce 0 OO0 ODOUDUOO ODOOO.

OO0 0000 0o couod ooooo bMAc OO0 18000 300 OO0 ODOOOOO
(COS)0 0000 0D bbbOOOObO bbDbODbOO0O0O HesO DO bDOoDbD b DO
ooooooo oooo Uoo oo oobbbUo oooob 0o Doobbbobo oo
0.00 0O 0oobobtbob 00 o0 ooboU0 b0 boooob Dooobb oooo.
o000 oodob oo boooo ooob ouo ooa.

o000 20000000 000 12-0000000 00 OO0 booooobob oooo oo
00 ooooooobb ood 0o boo ooobou 2-bbooooooobobob oo oo
0ooooo ooobo ooo.

00 0 0000 ooooo ooob 120000000 o0 boo 0 oo 2-0uooo
00 000000 00 000 o000 ooobobboboo oo o oo.

ood oot ou-2-0000000 00,0000, bb000b0b 0 o0 oo ooo oo
00 o0d0 000 0 0ob,000bb000ob0b0 U0 DO0bobObL 000 b0 booooo
oo oooob ooo oo.

0 0oobO ooooobo oo 00 0 oo U0 DUo0o oo, 0000 ODooo
ool ooo oooob oo bbb oo oobobo.

<0000 1993/7/1>



